CASE TX/4 -32540A/NFI US-PCT 

Amendments to the Claims: 
Listing of Claims: 

Claim 1 . (Currently Amended) A compound of formula 




wherein 

Ri is (C^)alkyl; 

R 2 is unsubstituted (C.^alkyl or (C^alkyl substituted by unsubstituted or substituted 

- (C 6 . ;s )aryl 

wherein the swl5stitut4efits aryl substituents are 

-€|LffneliRy4T 
— tenzo[4--3jdiGxoJyJ T 
— pbenyl T 

— phenyl-one or-morefold-substituted-by halogen, halo(C^)alkyl ? (C^alkoxy, cyano, 
amino, dimethylamino, carboxy (d^alkylcarbonylamino, aminoCC^alkylcarbonylamino, 
(Qv^alkylenecarbonyiamino, or heterocyclylcarbonyl(C 1 . 2 )alkylcarbonylamino, wherein 
heteroeyclyl has 6 ring members and 2 heteroatoms selected from N, and O: or 

- (C 5 -} 3 )aryl annelated with heteroeyclyl having 5 or 6 ring members and 1 to 4 heteroatoms 
selected from N, O, and S; and 

wherein the substituents are 

- halogen 

- unsubstituted amino or amino substituted by one or two (d. 4 ) alkyl, 

- cyano 

- (C1.4) alkoxy, or 

- (C v6 ) haloalkyl, and 

R3 is (C B .ia)aryl one or morefold substituted by 

- halogen, 

- halo(C,. 6 )alkyl, 

- halo(C,.6)alkoxy 1 

- cyano, 

- phenyl, or 
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- heterocycly! having 5 to 6 ring members and 1 to 4 heteroatoms selected from N, 0, and 

S. 

Claim 2. (Previously Presented) A compound of claim 1 wherein 

is methyl; 
R 2 is methyl or 

methyl substituted by 

- quinolinyl, 

- benzo[1,3]dioxolyl, 

- phenyl, 

- phenyl one or morefold substituted by halogen, halo(C 1 ^)alkyl, (Ci. 4 )alkoxy, cyano, amino, 
dimethylamino, carboxy(C 1 . 2 )alkylcarbonylamino. amino(Ci. 2 )aikylcarbonylamino, (C 2 . 
«i)alkylenecarbonylamino, or heterocyclyicarbonyl(Ci. 2 )alkylcarbonylamino, wherein 
heterocyclyl has 6 ring members and 2 heteroatoms selected from N, and 0; 

- R 3 is phenyl one or morefold, substituted by 

- halogen, 

- halo(Ci. 2 )alkyl ( 

- halo(C 1 - 2 )alkoxy 1 

- cyano, 

- phenyl, or 

- heterocyclyl, including aromatic, having 6 ring members and 2 nitrogen heteroatoms. 
Claim 3. (Previously Presented) A compound of claim 1 of formula 




PREF 



Claim 4. (Previously Presented) A compound of claim 1 in the form of a pharmaceutical^ 
acceptable salt. 

Claims 5.-6. (Canceled) 

Claim 7. (Previously Presented) A pharmaceutical composition comprising a compound of 
formula I according to claim 1 in association with at least one pharmaceutical excipient. 
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Claim 8. (Previously Presented) A pharmaceutical composition according to claim 7, further 
comprising another pharmaceutical^ active agent selected from compounds active in 
immunodulating regimens or other anti-inflammatory agents. 

Claim 9. (Previously Presented) A method for treatment of allergic contact dermatitis in a subject 
in need of such treatment, which method comprises administering to said subject an effective 
amount of a compound of formula I according to claim 1 . 

Claim 1 0. (Previously Presented) A method for treatment of allergic contact dermatitis in a 
subject in need of such treatment, wherein a compound of claim 1 is administered in 
combination with another pharmaceutical^ active agent selected from compounds active in 
immunodulatory regimens or other anti-inflammatory agents, either simultaneously or in 

sequence. 

Claim 1 1 . (Previously Presented) A compound selected from the group consisting of 

- 2-[3-(3-Fluoro-phenyl)-5-methyl-2-oxo-4-(quinolin-6-yl-acetyl)-[1 ,4]diazepam-1-yl]-3- 
naphthalen-1-yl-propionamide, 

- 2-[5-Methyl-2-oxo-4-(quinoiine-6-yl-acetyl(3-trifluoromethyl-phenyl)-[1,4]diazepam-1-yl]-3- 
naphthalen-1-yl-propionamide, 

- 2-[3-(4-Fluoro-phenyl)-5-methyl-2-oxo-4-(quinolin-6yl-acetyl)-[1 ,4]diazepam-1-yl]-3-naphthaler> 
1-yl-propionamide, 

- 2-[3-(2~Fluoro-phenyl)~5-methyl-2-oxo-4-(q^ 
1-yl-propionamide. 

- 2-[3-(3-Bromo-phenyl)-5-methyl-2-oxo-4-(2-quinolin-6-yl-acetylH1.4]diazepam-1-yl]-3- 
naphthalerv1-y!-propionamide. 

- 2-[3-Biphenyt-3-yl-5-methyl-2-oxo-4-(2-quinolin-6-yl-acetyl)-[1 ,4]diazepan-1-yi]-3-naphthaler>1- 
yl-propionamide, 

- 2-[3-(3~Chloro-phenyl)-5-methyl-2-oxo-4-(2^ 
naphthalen-1 -yi-propionamide, 

- 2-[3-(3,5-Dichloro-phenyl)-5~methyl-2-oxo-4-(2-quinolin-6-yl-acetyl)-[1,4]diazepan-1-yl]-3- 
naphthalerv 1-yl-propionamide. 

- 2-[3-(4-Ch!or(>3-trifluoromethyl-phenyl)-5-methyl-2-oxo-4-(2-quinolin-6-yl-acetyl)- 
[1 ( 4)diazepan-1-yl]-3-naphthaien- 1-yl-propionamide. 

- 2-[3-(3~ChlorcK4-fluoro-phenyl)-5-mett 
naphthalerv 1-yl-propionamide, 

- 2-(5-Methyl-2-oxo-4-(2-quinolin-6-yl-acetyl^3-(2-trifluoromethyl-phen 
naphthalen-1 -yl-propionamide T 

- 2-[3-(3/UDifluoro-phenyl)-5-me^ 
naphthalen- 1-yl-propionamide, 
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- 2-[3-(3-Cyano-phenyl)-5-methyl-2-^^ 
naphthalen-1-yi-propionamide, 

- 2-[5-Methyl-2<>xoO-(3-pyrimidin-5-yl-p^ 

naphthalerv1-yl-propionamide, e.g. (R)-2-[5-Methy!-2-oxo-3-(3-pyrimidin-5-y!-phenyl)-4-(2- 
quinolin-6-yl-acetyl)-[l ^Jdiazeparvl-yll-3-naphthalen-l-yI-propionamide, 

- 2-[5-Methyl-2-oxo-4-(2-quinolin-6-y!^ 
naphthaler>1-yl-propionamide, 

- 2-[4-(2-Benzo[1,3]dioxol-5-yl-acetyl)-3-(3-fluoro-phenyl)-5-methyl-2-oxo- 
naphthalei>1-yl-propionamide, 

- 2-[4-(2-Benzo[1,3]dioxol-5-yl-acetyO^ 
naphthaien-1-yi-propionamide, 

- 2-[4-(2-Benzo[1,3]dioxol-5-yl-acetyl)-5-methyl-2-oxo-3-(3-trifluorom 
l-yi]-3-naphtha!en-1-yl-propionamide, 

- 2-[4-(2-Berizo[1,3]dioxol-5-yl-ac^ 
[1.4]diazepan-1-yl]-3-naphthalen-1-yl-propionamide, 

- 2-[4-(2-Benzo(1 I 3]dioxo!-5-yl-ac^ 
naphthalen-1-yl-propionamide, 

- 2-(4-(2-Benzo[1 f 3]dioxol-5-yl-acetyl)-5-methyl-2-oxo-3-(3-trifluoromethoxy-phenyl)- 
[1 ,4]diazepan-1-yl]-3-naphthalen-1-yl-propionamide f 

- 2-[3-(3-Chloro-phenyl)-5-methyl-2-o^ 
propionamide, 

- 2-[3-(3-Fluorchphenyl)-5-methyL^ 
3-naphthaleiv1-yl-propionamide, 

- 2-{3-Biphenyl~4-yl-5-methyl-2-oxo 
naphthaler>1-yl-propionamide, 

- 2-[4-[2-(4-Cyano-phenyl)-acetyl]-3-^ 
naphthalervl-yl-propionamide, 

- 2-[3-(3-Chloro-phenyI)-4-[2-(4-cyanc>phenyl)-acetyl]-5-methyl-2-oxo-[ 
naphthaler>1-yl-propionamide, 

- 2-(4-[2-(4-Amino-phenyl)-acety^ 
naphthaten-1-yl-propionamide f 

- 2-[4-[2-(4-Amino-phenyl)-acetyl]-5-methyl-2-oxo-3-(3-trifluoromethy^ 
yl]-3-naphthaler>1-yl-propionamide, 

- 244-[2-(4-Dimethylairiino-phenylH^ 
[1 ( 4]diazepan-1-yl]-3-naphthalen-1-yl-propionamide, 

- 244-[2-(3-Amino-phenyl)-acety^ 
naphthaler>1-yl-propionamide, 
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- N-(4-{2-[4-(1-Carbamoyl-2-n^ 

[1 ,4]diazepai>1-yl]-2~oxo-ethyl}-phenyl)-succinamic acid, 

- N-(4-{2-[4-(1-Carbamoyl-2-naphtha!en~1-yl^^ 

[1 ,4]diazepan-1-yl]-2-oxo-ethyI}-phenyl)-succinamic acid, 

- N-(3-{2-[4-(1-Carbamoyl-2-naph^ 

[1 ,4]diazeparv1-yl]-2~oxo-ethyl}-phenyl)-succinamic acid, 

- 2-[4-{2-[4-(2-Amino-acetylamino)-phenyl]-acetyl}-3-(3-chloro-phenyl)-5-meth 
[1 ,4]diazepar>1-yl]~3-naphthalen-1-yl-propionamide, 

- 2-[4-{2-[3-(2-Amino-acetylamino)-phenyl]-a^ 
[1,4]diazepan-1-yl]-3-naphthalen-1-yl-propionamide, 

- 244-{2-[4-(3-Amino-propionylamino)-pheny^ 
[1,4]diazepaiv1-yl]-3-naphthaien-1-yi-propionamide, 

- N-(4-{2-[4-(1-Carbamoyl-2-naph^ 
[l,4]diazepan-1-yl]-2-oxo-ethyl}-phenyl)-acrylamide. 

- N-(4-{2-[4-(l-Carbamoyl-2-naphthaleM^ 
[1 : 4Jdiazeparvl-yl]-2-oxo-ethyl}-phenyl)-4-morpholin-4-yM-oxc^butyramide ( 

- N-(4-{2-[4-(1-Carbamoyl-2-naphthate^ 

[1 ,4]diazeparv1-yl]-2-oxo-ethyl}-phenyl)-4-oxo-4-piperazin-1-yl-butyrarnide i 

- 2-{3-(3-Chloro-phenyl)-4-[2-^ 
naphthaleivl-yl-propionamide, 

- 2-{3-(3-Chloro-phenyl)-4-[2-(4-methoxy-phenyl)-acetyO-5-methyl-2-oxo-[1,4]dia 
naphthalei>1-yl-propionamide, 

- 2-[4-[2-(3-Chloro-4~methoxy-phenyl)-a^ 
1-yl]-3-naphthalen-1-yl-propionamide and 

- 2-[4-Acetyl-3-(3-chforcvphenyl)-5-m 
propionamide. 

Claim 12. (Previously Presented) A compound selected from the group consisting of 

- (R)-2-[3 t 5-cis-3-(3-Fluoro-pheny0 
naphthalervl-yl-propionamide, 

- (R)-2-[3,5-cis-5~Methyl-2-oxo-4-(quinolin-6^ 
[1,4]diazepan-1-yl]-3-naphthalen-1-yl-propionamide, 

- (R)-2-[3 s 5-cis-3-(4-Fluoro-phe^ 
naphthalervl-yl-propionamide, 

- (R)-2-[3.5-cis-3-(2-Fluoro-phenyl)-5-methy^^ 
naphthalan- 1-yl-propionamide, 

- 2^3,5<is-3-(3-Bromo-phenyl)-5-methyl-2^ 
naphthalen-1-yl-propionamide, 
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- 2-[3-Biphenyl-3-yl-5-methyl-2-oxo-4-(2-quinolin-6-yl-acetyl)-[1 l 4]diazep 
naphlhalen-1 -yl-propionamide, 

- (R)-2-[(3S,5R)-3-(3-Chloro-pheny!)-5-me^ 
yl]-3-naphthaien- 1 -yl-propionamide, 

- (R)-2-[(3S,5R)-3-(3>Dichloro-phenyl^5-m^ 
1-yl]-3-naphthalen-1 -yl-propionamide, 

- (R)-2-[(3S,5R)-3-(4~Chloro-3-trifluorom 
[1^]diazepan-1-yl]-3-naphthalen-1-yl-propionaT)ide, 

- (R)-2-[(3S,5R)-3~(3-Chloro-4-fluorc>p^ 

[1 A jdiazepan-1 -yl]~3-naphthalen- 1 -yl-propionamide, 

- (R)-2-[(3S,5R)-5-Methyl-2-oxcM-(2^^ 
[l^jdiazepan-l-ylj-S-naphthalen-l-yl-propionamide, 

- (R)-2-[(3S ; 5R)-3-(3,4-Difluoro-ph^^ 
1 ~yl]-3-naphtha!en- 1 -yl-propionamide, 

- (R)-2-[(3S,5R)-3-(3-Cyano-phenyl)-5-^ 
yl]-3-naphtha!en-1 -yl-propionamide, 

- (R)-2-[5-Methyl-2-oxo-3-(3-pyrimidin-5-yl-ph^^ 
3-naphthalen-1 -yi-propionamide, 

- (R)-2-[(3S f 5R)-5-Methyi-2-oxo-4-(2-quinoiin-6-yl-acetyl)-3-(3-trifluoromethoxy-phenyl)- 
[1,4]diazepaf>1-yl]-3-naphi}ia!en-1"y!-propionamide, 

- (R)-2-[4-(2-Benzo[1,3]dioxol-5-yl-acetyl^^^ 
[l^ldiazepan-l-ylj-S-naphthalen-l-yl-propionamide, 

- (R)-2-[(3S,5R)-4-(2-Benzo[1,3]d!Oxol-5-y^ 
[1,4]diazepan~1-yl]-3-naphthalen-1 -yl-propionamide, 

- (R)-2-[(3S.5R)-4-(2-Benzo[13]dioxol-5-yl-acetyl)-5-m^ 
(1 ; 4]diazepan~1-y!]-3-naphthalen-1 -yl-propionamide, 

- (R)-2-[(3S,5R)-4-(2-8enzo[1 ; 3]dioxol-5-yl-acety^^^ 

[1 ,4]diazeparv1-yl]-3-naphthalen-1 -yl-propionamide, 

- (R)-2-[(3S,5RH-(2-Benzo(1,3]dioxol-5-yl-acetyl)-3-(3-cyano-phenyl)'5-methyl-2-oxo- 
[I^Jdiazepan-l-ylJ-S-naphthalen-l-yl-propionamide, 

- (R)-2-[(3S,5R)-4-(2-Benzo[1,3]dioxol-5-yl-acetyl)-5^ 
[1,4]diazepan-1-yl]-3-naphthalen-1 -yl-propionamide, 

- (R)-2-[(3S,5R)-3-(3-Chloro-phenyl)-5-me%^^ 
naphthalervl -yl-propionamide, 

- (R)-2-{3 ; 5-cis-3-(3-Fluoro-phenyl)-5-m^ 

[1 A jdiazepar>1-yl}-3-naphthalen-1 -yl-propionamide, 

- 3,5-cis-2-{3-8iphenyi-4-yl-5-methyl-2^^ 
yl}-3-naphthalen-1 -yl-propionamide, 
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- (R)-2-[(3S.5R)-4-[2-(4-Cyano-phenyl)-ace^ 
[l^jdiazepan-l-ylJ-S-naphthalen-l-yl-propionamide, 

- (R)-2-[(3S,5R)-3-(3-Chloro-phenyl)-4-[2-(4-cyano-phenyl)-acetyI]-5-rr!ethyl-2-oxo- 
[1 : 4]diazepan-1-yl]-3-naphthalen-1-yl-propionamide, 

- (R)-2-[(3S,5R)-4-[2-(4-Amino-phenyl)-a^ 
[1,4]diazeparv1-yl]-3-naphthalen-1-yl-propionamide, 

- {R)-2-[(3S,5R)»4-[2-(4-Amino-pheny!)-acetyl]-5-methyl-2-oxo-3-(34rifluora 
[I^Jdiazeparvl-ylJ-S-naphthalen-l-yl-propionamide, 

- (R)-2-[(3S,5R)-4-[2-(4-Dimethyiamino-p^ 

phenyl)-[1 ,4]diazepan-1-ylJ-3-naphthalen-1-yl-propionamide, 

- (R)-2-[(3S,5R)-4-[2-(3-Amino-phenyl)^^ 
[1,4]diazepan-1-yl]-3-naphthalen-1-yl-propionamide, 

- N-(4-{2-[(2S7R)-4-((R)-1-Carbamoyl-2^ 
trifluoromethyl-phenyl)-[1,4]diazepan-1-yl]-2-oxo-ethyl}-phenyl)-succinamic acid, 

- N"(4-{2-[4-(1-Carbamoyl-2-naphthalei>1-yl-ethyl)-2-(3-chlorc>ph 
[1 ,4]diazepan-1 -yl]-2-oxo-ethyl}-phenyl)-succinamic acid ; 

- N-(3-{2-[4-(1-Carbamoyl-2-naphthale^ 

[1 .4]diazepan~1 -yl]-2-oxo-ethyl}-phenyl)-succinamic acid, 

- (R)-24(3S,5R)-4-{244-(2-Amino-acetylam 

oxo-M ,4]diazepan-1-yl]-3-naphthalen-1-yl-propionamide, 

- (R)-2-[(3S,5R)-4-{2-[3-(2-Amino-acetylamino)-phenyl]-acetyl}-3-(3-chlorc>phen 
oxo-[1 ,4]d}azepan-1-yl]-3-naphthalen-1-yl-propionamide, 

- (R)-2-[(3S,5R)-4-{2-[4-(3-Amino-propionylamino)-phenyl]-acetyl}-3-(3-chloro-phe 
2-oxo-[1 ,4]diazeparv1-yl]-3-naphthalen-1-yl-propionamide. 

- N-(4-{2^4-((R)-1-Carbamoyl-2-naphtha^ 
[1 : 4]diazepar>1-yl]-2-oxo-ethyl}-phenyi)<acrylamide ( 

- N-(4-{2-[(2S7R)-4-((R)-1-Carbam 
oxo-[1 t 4]diazepan-1-yl]-2-oxo-ethyl}-^^ 

- N-(4-{2-[(2SJR)-4-((R)-1-Carbamoyl^ 
oxo-(1,4]diazepan-1-yl]-2-oxo-ethyl}-phenyl)--4-oxo-4-piperazirv1-yl-butyramide, 

- (R)-2-{(3S,5R)-3-(3-Chlorchphenyl}-4-[2-(2-methoxy-phenyl)-acetyl]-5-m 
[1 ^Jdiazepan-l-ylJ-S-naphthalen-l-yl-propionamide, 

- (R)-2-{(3S.5R)-3-(3-Chloro-phenyl 
[1,4]diazepar>1-yl}-3-naphthalen-1-yl-propionamide. 

- (R)-2-[(3S.5R)-4-[2-(3-Chloro-4-methoxy-^^ 

[1 .4]diazepan-1-yl]-3-naphthalen-l-yl-propionamide, and 

- (R)-2-[(3S,5R)-4-Acetyl-3-(3-chlorc^^ 
1-yl propionamide. 
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Claims 13.-17. (Canceled) 

Claim 18. (Previously Presented) A pharmaceutical composition of claim 8 wherein the other 
pharmaceutical active agent is selected from cyclosporins, rapamycins ascomycins, 
corticosteroids, cyclophosphamide, azathioprene, methotrexate, FTY 720, leflunomide. 
mizoribine, mycophenolic acid, mycophenolate mofetiL 15-deoxyspergualine, 
immunosuppressive monoclonal antibodies, selectin antagonists or VLA-4 antagonists. 

Claim 19. (Previously Presented) A pharmaceutical composition according to claim 18 wherein 
the other pharmaceutical active agent is cydosporin A, cyclosporine G, FK506, ASM981, or 
monoclonal antibodies to MHC. CD2, CD3 ; CD4, CD7, CD25, CD28, B7, CD40, CD45, CD58 or 
their ligands. 

Claim 20. (Previously Presented) A method according to claim 10 wherein the other 
pharmaceutical active agent is selected from cyclosporins, rapamycins ascomycins, 
corticosteroids, cyclophosphamide, azathioprene, methotrexate, FTY 720, leflunomide, 
mizoribine, mycophenolic acid, mycophenolate mofetil. 15-deoxyspergualine, 
immunosuppressive monoclonal antibodies, selectin antagonists or VLA-4 antagonists. 

Claim 21. (Previously Presented) A method according to claim 20 wherein the other 
pharmaceutical active agent is cyclosporin A, cyclosporine G, FK506, ASM981 , or monoclonal 
antibodies to MHC, CD2, CD3, CD4 ; CD7, CD25, CD28, B7, CD40, CD45, CD58 or their 

ligands. 

Claim 22. (Previously presented) The composition of claim 7 wherein the compound is the 
compound of claim 2. 

Claim 23. (Previously presented) The composition of claim 7 wherein the compound is the 
compound of claim 3. 

Claim 24. (Previously presented) The composition of claim 7 wherein the compound is the 
compound of claim 1 1 . 

Claim 25. (Previously presented) The composition of claim 7 wherein the compound is the 

compound of claim 12. 

Claim 26. (Previously presented) The method of claim 9 wherein the compound is the 
compound of claim 2. 

Claim 27. (Previously presented) The method of claim 9 wherein the compound is the 
compound of claim 3. 
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Claim 28. (Previously presented) The method of claim 9 wherein the compound is the 
compound of claim 11. 

Claim 29. (Previously presented) The method of claim 9 wherein the compound is the 
compound of claim 12. 
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